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Heterodiazinone derivs . represented by general formula (I), Pharmacol, 
acceptable salts of the same, or hydrates of both, [wherein A is 0, S or 
NR3 (wherein R3 is hydrogen or lower alkyl) ; Rl and R2 are each 
independently optionally substituted (hetero) aryl , aralkyl, 
heteroarylalkyl , arylalkenyl, or heteroarylalkenyl , piperidyl, 
piperazinyl, morpholinyl, (un) substituted lower cycloalkyl, 
tetrahydrofuranyl , tetrahydropyranyl , adamantyl , (un) substituted NH2 , 
(un) substituted ami do; and R4 and R5 are each independently hydrogen, 
hydroxyl, halogeno, cyano, nitro, lower alkyl, or (hetero) aryl] , 
exhibiting 2 -amino-3 -hydroxy-5 -methyl -4 -isoxazolepropionic acid (AMPA) 
receptor antagonism, are prepared These compds . are useful for the 
treatment, prevention, or improvement of diseases where AMPA receptor 
antagonism is effective, such as neurodegenerative diseases, more 
specifically acute neurodegeneration suffered after brain ischemia, head 
injury, and spinal cord injury, Alzheimer's disease, Parkinson's 
disease, amyotrophic lateral sclerosis, Huntington chorea, epilepsy, 
pain, multiple sclerosis, cerebral meningitis, Guillain-Barre syndrome, 



HIV- or HTLV-related myelitis, or white encephalitis. Thus, picolinic 
acid was condensed with phenylhydrazine using 1 , 1 ' -carbonyldi imidazole 
in DMF/THF to give 86% picolinic acid phenylhydrazide which was 
cyclocondensed with chloroacetyl chloride in Me Et ketone under reflux 
for 1 h to give 2 - (2 -pyridyl) -4 -phenyl-4H-l , 3 , 4 -oxadiazine-5 (6H) -one 
(II). II.HC1 and 2-phenyl-4- (2 -chlorophenyl) -4H-1, 3 , 4 -oxadiazin-5 (6H) - 
one shoed IC50 of 11.8 and 0.8 uM, resp., for inhibiting AMPA-induced 
influx of calcium into rat cerebral nerve cells. 
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4H-1, 3, 4 -Oxadiazin-5 (6H) -one, 4 -phenyl -2- (2 -pyridinyl) -, 
monohydrochloride(9CI) (CA INDEX NAME) 



Ph 




• HC1 
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4H-l,3,4-0xadiazin-5 (6H) -one, 4 -phenyl -2- (2 -pyridinyl ) - (9CI) (CA INDEX 
NAME) 



Ph 
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4H-l,3,4-Oxadiazin-5 (6H) -one, 2- (6 -methyl -2 -pyridinyl) -4-phenyl-, 
monohydrochloride (9CI) (CA INDEX NAME) 




• HC1 
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CN 4H-l,3,4-0xadiazin-5 (6H) -one, 2- (6 -methyl -2 -pyridinyl) -4-phenyl- (9CI) 
(CA INDEX NAME) 



Ph 




RN 287954-22-7 CAPLUS 

CN 4H-l,3,4-Oxadiazin-5(6H) -one, 2- (2 -chloro-4 -pyridinyl) -4-phenyl-, 
monohydrochloride (9CI) (CA INDEX NAME) 



Ph 




• HC1 
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CN 4H-l,3,4-0xadiazin-5 (6H) -one, 2- ( 3 -methoxy- 2 -pyridinyl) -4-phenyl- (9CI) 
(CA INDEX NAME) 
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CN 4H-l,3,4-0xadiazin-5(6H) -one, 2- (3 -hydroxy- 2 -pyridinyl) -4-phenyl- (9CI) 
(CA INDEX NAME) 



Ph 
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CN 4H-1, 3,4-Oxadiazin-5 (6H) -one, 4-phenyl-2- (3 -pyridinyl) -, 
monohydrochloride (9CI) (CA INDEX NAME) 



Ph 




• HC1 
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CN 4H-1, 3,4-Oxadiazin-5 (6H) -one, 2- [3- (2 -hydroxy ethoxy) -2 -pyridinyl] -4- 
phenyl-(9CI) (CA INDEX NAME) 



Ph 




RN 287955-33-3 CAPLUS 

CN 4H-1, 3 , 4-Oxadiazin-5 (6H) -one, 2- [3- [2- (4 -morpholinyl ) ethoxy] -2- 
pyridinyl] -4 -phenyl-, dihydrochloride (9CI) (CA INDEX NAME) 




•2 HC1 

RN 287955-34-4 CAPLUS 

CN 4H-1, 3 # 4-Oxadiazin-5 (6H) -one, 4 -phenyl -2- [3- [2- (1-piperidinyl) ethoxy] -2- 
pyridinyl]-, dihydrochloride (9CI) (CA INDEX NAME) 




•2 HCl 

RN 287955-35-5 CAPLUS 

CN 4H-1, 3, 4-0xadiazin-5 (6H) -one, 4 -phenyl- 2- [3- [2- (1-pyrrolidinyl) ethoxy] - 
2 -pyridinyl] dihydrochloride (9CI) (CA INDEX NAME) 




•2 HC1 
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CN 4H-1, 3 , 4-Oxadiazin-5 (6H) -one, 2- [3- [2- ( 1 -methyl- 2 -pyrrolidinyl) ethoxy] - 
2-pyridinyl] -4 -phenyl-, dihydrochloride (9CI) (CA INDEX NAME) 




•2 HC1 



RN 287955-37-7 CAPLUS 

CN 4H-l,3,4-Oxadiazin-5 (6H) -one, 2- [3- [2- (dimethylamino) ethoxy] -2- 
pyridinyl] -4 -phenyl-, dihydrochloride (9CI) (CA INDEX NAME) 



Ph 
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CN 
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4H-1, 3 , 4-Oxadiazin-5 (6H) -one, 4-phenyl-2- (4 -pyridinyl) - , 
monohydrochloride (9CI) (CA INDEX NAME) 



Ph 




• HC1 
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CN 4H-1, 3,4-Oxadiazin-5 (6H) -one, 2- (2 -chloro-4 -pyridinyl) -4-phenyl- (9CI) 
(CA INDEX NAME) 

Ph 




RN 287955-85-5 CAPLUS 

CN 4H-1, 3,4-Oxadiazin-5 (6H) -one, 2- [6- [2- (4 -morpholinyl) ethoxy] -2- 
pyridinyl] -4 -phenyl- (9CI) (CA INDEX NAME) 
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RN 2 87955-86-6 CAPLUS 

CN 4H-1, 3 , 4-Oxadiazin-5 (6H) -one, 4-phenyl-2- [6- [2- (1-piperidinyl) ethoxy] -2- 
pyridinyl] - (9CI) (CA INDEX NAME) 




RN 287955-87-7 CAPLUS 

CN 4H-1, 3 , 4-Oxadiazin-5 (6H) -one, 4-phenyl-2- [6- [2- ( 1-pyrrolidinyl) ethoxy] - 



2-pyridinyl] - (9CI) (CA INDEX NAME) 




RN 287955-88-8 CAPLUS 

CN 4H-1, 3,4-Oxadiazin-5 (6H) -one, 2- [6- [2- ( 1 -methyl -2 -pyrrolidinyl) ethoxy] - 
2-pyridinyl] -4-phenyl- (9CI) (CA INDEX NAME) 



Me 




RN 287955-89-9 CAPLUS 

CN 4H-1, 3,4-Oxadiazin-5 (6H) -one, 2- [6- [2- (dimethylamino) ethoxy] -2- 
pyridinyl] -4-phenyl- (9CI) (CA INDEX NAME) 



Ph 




RN 287955-90-2 CAPLUS 

CN 4H-1, 3,4-Oxadiazin-5 (6H) -one, 4-phenyl-2- (4-pyridinyl) - (9CI) (CA INDEX 
NAME) 



Ph 
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AB N-containing heterocyclic compds . AQ [A = (substituted) aryl; Q = Q1-Q4; 

Y = OCH2, CH2CH2, CH:CH; Z = CH2 , CO, CS; when Y = OCH2 , then Z * CH2 / R 
= Cl-4 haloalkyl, (CH2)mG; G = H, substituent; m = 0-3; when m = 0 or 1, 
then G * H] or their salts are useful for insecticidal and acaricidal 
compns . Refluxing 4- (4 -bromophenyl) -4 -oxobutyric acid with hydrazine in 
EtOH and reaction of the resulting 3 - (4 -bromophenyl ) -1H, 4H, 5H- 1,2- 
diazin-6-one with l-bromo-2 -f luoroethane in DMF in the presence of NaH 
gave 2- (2-f luoroethyl) -6- (4 -bromophenyl) -4H, 5H- 1 , 2 -diazin-3 -one, which 
(at 200 ppm) showed >80% control of Aphis gossypii on cucumber leaf 
disks. Formulation examples are given. 

MSTR 1 

£1 G7 



Gl = pyridyl (SO (1-) G3) 

G8 = 137-1 140-85 

G9 = Ph (SO) 

G15 = 141-137 142-139 

G16 = C(O) 

DER: or nitrogen containing heterocyclic derivatives and salts 

MPL: claim 1 

NTE: substitution is restricted 
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AB Disclosed is a method of inhibiting the growth of marine organisms on a 
marine structure, by applying dihydropyridazinone and pyridazinone 
compds . (Markush given). These compds . may be directly incorporated 
into the marine structure during manufacture, directly applied to the 
structure, or applied to the structure by coating. Suitable agents are 
6- (4-chlorophenyl) -2- (2 -pentynyl) pyridazin- 3 -one , 6- (4 -chlorophenyl ) -2- 
(2 1 - pentynyl) -4 , 5-dihydropyridazin-3 -one, etc. 
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Gl = 14-1 16-3 



1S 3 - 


-CH 


G3 


= 0 


G4 


= N 


G8 


= Ph 


Gil 


= pyridyl (SO (1) 


MPL: 


disclosure 


NTE: 


substitution is 


NTE: 


additional ring 



G15) 

restricted 

formation also disclosed 
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v CH2C = CCH2Me II 



AB Title compds. I [A = (CHR2 ) nCHR7Z , (CHR2)nOZ, (CHR2)nSZ, 0CHR7Z , etc.; n 
= 0-2; D = N, CR2; Q = (substituted) Ph, -naphthyl, -styryl, -pyridyl, - 
quinolyl, -indolyl, etc.; Z = CO, C:S; Rl = (substituted) alkyl, - 
alkynyl, -alkenyl, Ph, etc.; R2 = H, Cl-3 alkyl, Ph, halo; R7 = R2 , 
alkenylalkenyl , alkynyl, dialkynyl, halolkynyl, alkenyl alkynyl ; or R2 
and R7 form fused Ph ring, etc., with provisos] were prepared as medical 
and agrochem. fungicides. Thus, 3 - (4 -chlorobenzoyl) propionic acid 
(preparation given) in absolute EtOH was refluxed for 3 h with hydrazine 
and the dihydropyridazinone formed was N-alkynylated by l-bromopent-2 - 
yne to give title compound II. II at 200 ppm gave 99% control of 
Pyricularia oryzae on rice and at 10 0 ppm gave 100% control of Candida 



albicans . 
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additional ring formation claimed 
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